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WE CLAIM: 



1. A combinatorial library of two or more 

compounds of the formula: 




R-, Ft", and R 1 are, independent ly, selected from the 
group consisting of a hydrogen atom, halo, hydroxy, 
protected hydroxy, cyano, C ; to C : alkyl, C to C 
alkenyl, C to C alkynyl, C_ to C substituted alkyl, C 

10 to C substituted alkenyl, C to C substituted alkynyl, 
C : to C : alkoxy, C to C substituted alkoxy, C to C_ 
acyloxy, C : to C acyl, C. to C cycloalkyl, C, to C 
substituted cycloalkyl, C to C cycloal kenyl , C to C 
substituted cycloal kenyl , heterocyclic ring, substituted 

15 heterocyclic ring, C to C . phenylalkyl, C to C .. 

substituted phenylalkyl, C to C he t e rocyc loa 1 ky 1 , C to 
C : substituted heterocycloal kyl , phenyl, substituted 
phenyl, naphthyl, substituted naphthyl, cyclic C to C 
alkylene, substituted cyclic C to C alkylene, cyclic C 
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to C heteroalkylene, substituted cyclic C to C 
heteroalkylene, carboxy ; protected carboxy, 
hydroxyme t hyl , protected hydroxymethy 1 , protected amino, 
(monosubst ituted) amino, protected (monosubst i t uted ) amino, 
5 (disubstituted) amino, C to C alkylamino, C to C 
substituted alkylamino, carboxamide, protected 
carboxamide, C : to C ; , alkylthio, C : to C : substituted 
alkylthio, C : to C : al kyl sul f ony 1 , C : to C substituted 
alkylsulf onyl, C to C : al kyl sul f oxide , C to C_ 

10 substituted al kylsul f oxide , phenylthio, substituted 

phenyl t hi o , phenylsulf oxide, substituted phenyl sul f oxide, 
phenylsulf onyl , substituted phenylsul f onyl and the group 
consisting of (i) the formula -C(0)NR :: R : , (ii) the 
formula -C(0)R :: , (iii) ^he formula -NR R , (iv) the 

15 formula -SR :; , (v) the formula -OR :: and (vi) the formula 
-C(0)OR-', wherein R and^R are, independently, selected 
from the group consisting of a hydrogen atom, C to C 
alkyl, C to C : substituted alkyl, C to C alkenyl, C to 
C-_ . substituted alkenyl, phenyl, substituted phenyl, 

20 naphthyl, substituted naphthyl, Ct to C : .. phenylalkyl, C, 
to C : „ substituted phenylalkyl, C : to C : he terocycloal kyl , 
C to C substituted heterocycloal kyl , heteroaryl, 
substituted heteroaryl, heterocycle, substituted 
heterocycle, phen yl sul f onyl, substituted phenylsul f onyl, 

25 C : to C ; alkylsulf onyl, C to C ;: substituted 

alkylsul f onyl , C : to C : . a 1 kylaminoca rbonyl , C to C : 
substituted al kylaminoca rbonyl , phenyl ami noca rbonyl , and 
subs t ituted phenyl ami noca rbonyl ; 

R is selected from the group consisting of a hydrogen 
30 atom, C to C alkyl, C to C substituted alkyi, phenyl, 
substituted phenyl, C to C .. phenylalkyl, C to C .. 
substituted phenylalkyl, C to C_ het erocyc i oa 1 ky 1 , C to 
C : substituted he terocycloal kyl , carboxy, protected 
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carboxy, cyano, protected (monosubst i tuted ) amino , 
(disubst ituted) amino, C ; to C acyl, C to C- substituted 
acyl, C to C : alkoxycarbonyl, C ; to C : substituted 
a 1 koxycarbonyl , heterocycle, subs t it u ted heterocycle, 
5 naphthyl, substituted naphthyl, C, to C cycloalkyl, to 
C substituted cycloalkyl, C to C- cycloalkenyl and C to 
C substituted cycloalkenyl; 

R" is the formula: 

-D-W-E- 

10 wherein: 

W is absent or selected from the group 
consisting of phen\Aene, substituted phenylene, 
C, to C-; cycloal kylene , C, to C substituted 
cycloal kylene , C- to C-> cycloal kenylene , C to C 
15 substituted cycloal kenylene , arylene, 

substituted arylene, heterocyclene, substituted 
heterocyclene , het eroarylene and substituted 
heteroarylene; 

and D, which is directly attached to the 
20 nitrogen depicted in the formula, and E, which 

can be absent, are, independently, selected 
from the group consisting of C : to C : alkylene, 
C to C- alkenylene, C to C alkynylene, C : to 
C substituted alkylene, C to C substituted 
25 alkenylene, C to C : substituted alkynylene, C. 

to C cycloal kylene , C, to C substituted 
cycloa 1 kylene , C to C eye 1 oa 1 kenylene , C to C 
substituted cycloal kenylene , C to C ■_ 
phenylal kylene , C to C ; „ substituted 



phenylalkylene, C to C heterocycloai ky lene 
and C_ to C substituted heterocycloa 1 ky lene , 
-NH- and the formula: 




m n 



5 wherein R" and R' are, independently, selected 

from the group consisting of a hydrogen atom, C 
to C ; alkyl, C to C : alkenyl, C to C- 
alkynyl, C : to C : substituted alkyl, C to C 
substituted alkenyl, C to C : substituted 

10 alkynyl, C : to C : apyl, C to C : substituted 

acyl, C. to C cyclVplkyl, C. to C substituted 
cycloalkyl, C to C-\\ cycloal kenyl , C= to C 
substituted cycloal kenyl , a heterocyclic ring, 
substituted heterocyclic ring, heteroaryl, 

15 substituted hetaro4ryl, C to C : „ phenylalkyl, C- ; 

to C : ., substituted phenylalkyl, C- to C_ 
heterocycloai kyl , C to C substituted 
heterocycloai kyl , C to C .. phenylal koxy , C to 
C : „ substituted phenylal koxy , phenyl, 

20 substituted phenyl, naphthyl, substituted 

naphthyl, cyclic C to C alkylene, substituted 
cyclic C to C alkylene, cyclic C to C 
heteroalkylene, substituted cyclic C to C 
he t eroa 1 ky lene , carboxy, protected carboxy, 

25 hydroxymet hyl and protected hydroxyme t hy 1 ; and 

m and n are, independently, 0, 1, 2, 3 or 4; 
and 




R and R" are, independently, selected from the group 
consisting of a f unc t iona 1 i zed resin, a hydrogen atom, C 
to C alkyl, C to C substituted alkyl, phenyl, 
substituted phenyl, heterocycle, substituted heterocycle, 
5 C, to C cycloalkyl, C, to C substituted cycloalkyl, C to 
C cycloalkenyl , C to C substituted cycloa 1 keny 1 , C to 
C alkenyl, C to C : substituted alkenyl, C to C .. 
phenylalkyl, C to C„ substituted phenylalkyl, C. to C- 
heterocycloalkyl and C : to C : substituted 

10 heterocycloalkyl , C ; to C- acyl, C to C : substituted 

acyl, phenylsulf onyl , substituted phenylsul f onyl , C : to 
C alkylsulf onyl , C : to C : substituted al ky 1 sul f onyl , C 
to C : al kylaminocarbonyl , C to C substituted 
alkylaminocarbonyl, phenylaminocarbonyl , substituted 

15 phenylaminocarbonyl, C t o ^ C a 1 kylaminothiocarbonyl , C- 
to C : substituted alkylamiVothiocarbonyl, 
phenylaminothiocarbonyl and' substituted 
phenyl ami not hi oca r bony 1 ; 

provided that, where R' is methylene, at least one of R : 
20 to R ; must be the formula -C(0)NR :: R : ; or 

provided that, where R- is methylene, at least one of R : 
to R' must be the formula -C (O) R : , wherein R : : is a 
heterocyclic ring or substituted heterocyclic ring, 
wherein said ring contains at least one nitrogen atom and 
25 wherein said nitrogen atom is attached to the carbonyl 
carbon; or 



a pharmaceut ically acceptable salt of a compound thereof. 
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2. The combinatorial library of claim 1, wherein: 

R R f R' and R' are, independently, selected from the 
group consisting of a hydrogen atom, ha/o, C_ to C ; 
alkyl, C to C substituted alkyl, carboxy, and the group 
5 consisting of (i) the formula -C(0)NR* R- and (ii) the 
formula -C(0)R-, wherein R- and R are, independently, 
selected from the group consisting- of a hydrogen atom, C- 
to C : alkyl, C : to C : substituted alkyl, C to C 
alkenyl, C to C : . substituted aikenyl, C to C : „ 
10 phenylalkyl, C to C .. substituted phenylalkyl, C : to C 

heterocycloal kyl , C to C : substituted heterocycloal kyl , 
heteroaryl, substituted heteroaryl, heterocycle and 
substituted heterocycle. 

3. The combinatorial library of claim 1. wherein: 

15 R~, R , and R' are each aihydrogen atom and R~ is selected 
from the group consisting of halo, C to C : alkyl, C- to 
C : , substituted alkyl, carboxy, and the group consisting 
of (i) the formula -C(0)NR- : R : - and (ii) the formula 
-C(0)R-, wherein R and R- are, independently, selected 

20 from the group consisting of a hydrogen atom, C to C 

alkyl, C : to C ; substituted alkyl, C to C : _ alkenyl, C to 
C : _, substituted alkenyl, C to C ; .. phenylalkyl, C. to C .. 
substituted phenylalkyl, C : to C heterocycloal kyl , C to 
C substituted heterocycloal kyl , heteroaryl, substituted 

25 heteroaryl, heterocycle and substituted heterocycle. 

4. The combinatorial library of claim 1, wherein: 

R is selected from the group consisting of a hydrogen 
atom, C to C alkyl, C to C substituted alkyl, phenyl, 
substituted phenyl, C to C .. phenylalkyl, C to C .. 




substituted phenylalkyl, C : to C : heterocycloalkyl, C : to 
C substituted heterocycloalkyl, heterocycle, substituted 
heterocycle, C, to C cycloalkyl and C. to C substituted 
cycloal kyl . 

5. The combinatorial library of claim 1, wherein: 

R l is the formula: 

-D-W-E- 

wherein : 

W is absent or selected from the group 
consisting of phenylene, substituted phenylene, 

C, to C cycl^o^lkylene and C, to C substituted 
cycloal kylen$; and 

D, which is directly attached to the nitrogen 
depicted in the formula, and E, which can be 
absent, are, independently, selected from the 
group consisting of C, to C,_ alkylene, C : to C : 
substituted alkylene, -NH- and the formula: 




m n 

wherein : 

R' and R are, independently, selected 
from the group consisting of a hydrogen 
atom, C to C alkyl, C : to C substituted 
alkyl, C, to C cycloalkyl, C, to C 
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substituted cycloalkyl, C to C 
phenylalkyl, C to C .. substituted 
phenylalkyl, phenyl, substituted phenyl; 
and m and n are independently 0, 1 or 2. 

6. The combinatorial library of claim 1, wherein 

R and R" are, independently, selected from a 
f unctionalized resin and a hydrogen atom. 



7. The combinatorial library of claim 1, wherein: 

R -, R , R' and R" ; are, independently, selected from the 
10 group consisting of a hydrogen atom, halo, C : to C_ 

alkyl, C to C : subs t i t ut ed^ al ky 1 , carboxy, and the group 
consisting of (i) the formula -C(0)NR ; R and (ii) the 
formula -C(0)R , wherein R' ^:id _ \i y are, independently, 
selected from the group consisting of a hydrogen atom, C 
15 to C. alkyl, C : to C substituted alkyl, C to C : 
alkenyl, C to C substituted alkenyl, C to C 
phenylalkyl, C to C .. substituted phenylalkyl, C : to C : 
heterocycloal kyl , C : to C substituted het erocycloa 1 kyl , 
heteroaryl, substituted heteroaryl, heterocycle and 
20 substituted heterocycle; 

R is selected from the group consisting of a hydrogen 
atom, C- to C : alkyl, C to C ; substituted alkyl, phenyl, 
substituted phenyl, C to C : phenylalkyl, C to C 
substituted phenylalkyl, C : to C het erocyc loa 1 ky 1 , C to 
25 C substituted heterocycloal kyl , heterocycle, substituted 
heterocycle, C. to C cycloalkyl and C. to C substituted 
cycloalkyl ; 



10°) 



R* is the formula: 



-D-W-E- 



wherein : 



W is absent or selected from the group 
5 consisting of phenylene, substituted phenylene, 

C. to C cycloalkylene and C. to C substituted 
cycloalkylene; and 

D, which is directly attached to the nitrogen 
depicted in the formula, and E, which can be 

10 absent, ai/e, independently, selected from the 

group consisting of C to C : alkylene, C : to C 
substituted alkylene, -NH- and the formula: 




m n 



wherein : 



15 FT and R- are, independently, selected 

from the group consisting of a hydrogen 
atom, C to C alkyl, C : to C : substituted 
alkyl, C. to C cycloalkyl, C\ to C 
substituted cycloalkyl, C to C . 

20 phenylalkyl, C to C ; . substituted 

phenylalkyl, phenyl, substituted phenyl; 
and m and n are, independently, 0, 1 or 2; 
and 




R and R" are, independently, selected from a 
f unct ionalized resin and a hydrogen atom. 



8. The combinatorial library of claim 1, wherein R' 

is methylene, R : , R and R ; are each a hydrogen atom and R* 
5 is the formula -C(0)NR :: R : ■- . 



9. The combinatorial library of claim 1, wherein R° 
is methylene, R- , R and R 5 are each a hydrogen atom and 

is the formula -C(0)R*, wherein R : is a heterocyclic ring 
or substituted heterocyclic ring, wherein said ring 
10 contains at least one nitrogen atom and wherein said 
nitrogen atom is attached to the carbonyl carbon. 

10. The combinatorial library of claim 1, wherein R b 
is not methylene. f 

11. The combinat oriall library of claim 1, wherein: 

\\ 

t. ■ 

15 R 1 , R- : and R ; are each a hydrogen atom and R : is the 

formula -C (O) NR^R 1 ; , wherein R 11 is selected from the group 
consisting of a hydrogen atom, methyl, ethyl and benzyl 
and R-- is selected from the group consisting of a 
hydrogen atom, benzyl, 4 -methoxypheny 1 , 4 -phenoxyphenyl , 

2 0 ( 1 -ethyl -2 -pyrrol id ino ) methyl , pyridin-2-ylmethyl , 
(2-(pyridin-2-yl) ethyl, methyl, 
3, 3, 5-t rimethylcyclohexyl , cyclohexyl, 
3- ( trif luoromethyl ) benzyl, 6-indazolyl, 

2- ( ethoxy carbonyl ) ethyl , ethoxycarbonylmethyl , 

25 cyclooctyl, cyclopropyl, (N, N -diethyl ami no ) ethyl , 
3 - (2-oxo-l-pyrrolidino) propyl , 

( l-ethyl-2-pyrrolidinyl ) methyl, pyr idin-4 -ylmet hy 1 , 

3 - ( 4 -morphol ino ) propy 1 , 4 -met hy lpheny 1 , butyl and 
2-thiazolyl; 




R is selected from the group consisting of 

3- phenoxypheny 1 , 3 -hydroxy- 4 -met hoxyphenyl , 

4 - acetamidophenyl , 4 -phenoxypheny 1 , 4 -bromo-2-thienyi , 

4- pyridyl, 2 -butyl, 4-chloro-3-nitrophenyl, 

3-ni t rophenyl , 2, 3 -dichl orophenyl , 2, 5-dif luorophenyl , 

5- methyl-2-f uryl , 4 -chloro- 3- f luorophenyl , 
2-phenyl-4-imidazolyl, 5-nitro-2-furyl, 4 -bromopheny 1 , 
2-norbornen-5-yl, 6-nitropiperonyl, 

2 - chloro- 5 -nit rophenyl , 5 -hydroxy- 2 -nit rophenyl , 

3- hydroxyphenyl , 3, 4 -di f luorophenyl , 

4- dimethylaminophenyl , 2-thienyl, 4 -cyanopheny 1 , 

3- cyanopheny 1 , 4 -nit rophenyl , 2-f luorophenyl , 

4 - carboxyphenyl , 2 -bromophenyl , 

2-chloro-3, 4 -dimethoxypheny 1 , 3-thienyl, 4-quinolyl, 
4 -methyl- 5 -imida zcily^ 4 -hydroxypheny 1 , 
2-e thy 1-5- f ormyl-4 -me\hyl imidazoly 1 , 
4 - chloro-2 - ni t rophenyii, 3 -p„yr idy 1 , 

3, 4 -dimethyl- 6-nit rophenyl , 5-chloro-2 -nit rophenyl and 
2-nit rophenyl ; 

FT is selected from the group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 
isopentylidene, 3-aminocarbonylbut ylidene , 

2- methylthiopropylidene , isobutylidene, pheny lmethylene , 
ben zylmethylene , cyclohexylethylidene, 

4 -ch 1 or oben zylmethylene , 

indol-3-ylethylidene, 4-trifluoroacetamidopentylidene, 

3- guanidobutylidene, -CH CH NH- and 
1, 4- (cyclohexylene) -NH-; 

and 



R and R" are each a hydrogen atom. 



12. The combinatorial library of claim 1, wherein: 

R , R and R ! are each a hydrogen atom and R* is the 
formula -C (0) R , wherein R- is selected from the group 
consisting of 
5 1,3, 3- tr imet hy 1-6-a za- 6-bicyclo (3, 2 , 1) octyl , 

4- (4-fluorophenyl) -1-piperazino, 4-acetyl-l-piperazino, 
morpholino, 2-methyl-4- ( 3 -met hy lphenyl ) -1-piperazino, 
4 -ethoxycarbonylpiper idino and N-met hy lhomopipera z ino ; 

R is selected from the group consisting of 
10 3-phenoxypheny 1 , 3 -hydroxy- 4 -me t hoxyphenyl , 

4 -acetamidophenyl , 4-phenoxyphenyl, 4 -bromo-2 -thienyl , 

4- pyridyl, 2- butyl, 4 - chloro- 3 -nit rophenyl , 

3-nit rophenyl , 2, 3 -dichlorophenyl , 2, 5-di f luorophenyl , 

5 - me thy 1-2 -fury 1 , 4 -chloro- 3- f luorophenyl , 

15 2-phenyl-4 -imidazolyl , 5-Iitro-2-furyl, 4 -bromopheny 1 , 
2-norbornen-5-yl , 6-ni t ropiperonyl , 

2 - chloro- 5 -nit rophenyl , 5 -hydroxy- 2 -nit rophenyl , 

3- hydroxyphenyl , 3, 4 -di f luorophenyl , 

4 - dimethyl ami nophenyl , 2-thienyl, 4 -cyanopheny 1 , 
20 3-cyanophenyl , 4 -nit rophenyl , 2 - f luorophenyl , 

4 -carboxyphenyl , 2-bromophenyl , 

2-chloro-3, 4 -dimet hoxyphenyl , 3-thienyl, 4-quinolyl, 
4 -methyl- 5- imidazolyl , 4 -hydroxypheny 1 , 
2 -ethyl -5- f ormyl- 4 -methyl imidazolyl , 
25 4 -chloro-2-nit rophenyl , 3-pyridyl, 

3, 4 -dimethyl-6-nit rophenyl , 5-chloro-2-nit rophenyl and 
2 -nit rophenyl ; 

R r is selected from the group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 
30 i sopent yl idene , 3 -ami noca rbony lbu t y 1 idene , 

2 -me t hy It hi op ropy 1 idene , i sobut y 1 idene , pheny lme t hy 1 ene , 




benzylmet hy lene , cyclohexylethylidene, 
4 -ch lorobenzy lmet hylene , 

indol-3-ylethylidene, 4-trif luoroacetamidopentylidene, 
3-guanidobut ylidene , -CH CH NH- and 
5 1 , 4 - ( cyclohexy lene ) -NH- ; and 

R and R" are each a hydrogen atom. 

13. The combinatorial library of claim 1, wherein: 



R , R and R' are each a hydrogen atom and R' is the 
formula -C(0)NR :1 R : , wherein R ;: is selected from the group 
10 consisting of a hydrogen atom, methyl, ethyl and benzyl 



3, 3, 5-t rimet hylcyclohexyl , 3, 4 -methylenedioxyphenyl , 

3- (trif luoromethyl) benzyl, pyridin-4 -ylmethyl , 
6-indazolyl, 2- ( ethoxyl carbonyl ) ethyl, cyclooctyl, 
cyclopropyl, benzyl, N, N- ( diethyl amino ) ethyl , 

2 0 3- ( 2 -oxo-1 -pyrrolidine ) propyl , 3- ( 4 -morphol ino ) propyl , 
(ethoxylcarbonyl) methyl and cyclohexyl; 

R is selected from the group consisting of phenoxypheny 1 , 

4 - hydroxy- 3-methoxypheny 1 , 3, 4, 5-t r ime t hoxypheny 1 , 

3 - hydroxy- 4 -me thoxypheny 1 , 4 -ace tamidophenyl , 
25 4-phenoxyphenyl, 4 -met hoxyl- 1 -napht hyl , 

4 - bromo-2-t hienyl , 4-pyridyl, isopropyl, 

2-methylthioethyl, 4-chloro-3-nitrophenyl, 3-nitrophenyl, 
4 - t-but ylphenyl , 2, 3 -dichloropheny 1 , 

3, 5-bis (tri f luoromethyl ) phenyl, 2, 5-di fluorophenyl, 




15 2- (pyridin-2-yl ) ethyl, 1 -ethy 1 -2 -pyr rol idinylme t hy 1 , 



2-quinolyl, 2-chloro-3, 4 -dime thoxylphenyl , 
5 -met hyl-2 - f uryl , 4 -chloro- 3- f luoropheny 1 , 
2-phenyl-4-imidazolyl , 2- (ethoxycarbonyl) cyclopropyl, 
5-nitro-2-furyl, 4 -bromopheny 1 , cyclopropyl, 
2-norbornen-5-yl / 6-ni t ropiperonyl , 

2- chloro-S-nitrophenyl, 5-hydroxy-2-nitrophenyl , 

3- hydroxyphenyl , 3, 4 -di f luorophenyl , 

4 - dimethyl ami nophenyl , 4 -methylthiophenyl , 
4 - ( t r i f luoromethy 1 ) phenyl , 2-thienyl, 

2, 3-dimethoxyphenyl , 3 -et hoxy- 4 -hydroxyphenyl , 

4 -cyanophenyl , 3 -cy a nophenyl , 2 - f uryl , 4-nitrophenyl, 

1- napthyl, 2-methoxyphenyl , 4-is op ropyl phenyl, piperonyl, 

2- f luorophenyl, 4 -et hcfxyphenyl and 2, 4 -dihydroxypheny 1 ; 

R" is selected from th'e group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 
isopentylidene, 3 -amino ca rbonyl butyl idene , 

2 - me thyl thiopropylidene , i sobut yl idene , phenylmethylene, 
benzylmethylene , cyclohexylethy 1 idene , 

4 -chlorobenzylmethylene , 

indol- 3- yl ethyl idene, 4 -t r i f luor oace t amidopent yl idene , 

3- guanidobut yl idene , hydroxyet hy 1 idene , 

2 -am in oca r bony lp ropy 1 idene , isopentyl idene, 
me rcaptoethyl idene, 4 -hydroxybenzylme t hy lene , 

1. 3- phenylene, 1, 4-phenylene, 1, 4- (phenylene) -NH-, 
3, 6-dioxaoctylene-NH-, -CH CH NH- and 

1. 4- ( cyclohexy lene ) -NH-; 



and 



R and R" are each a hydrogen atom. 



14. The combinatorial library of ciaim I, wherein: 

R , R and R ; are each a hydrogen atom and R is the 
formula -C(0)R--, wherein R- is selected from the group 
consisting of 

1, 3, 3-trimethyl-6-aza-6-bicyclo (3, 2, 1) octyl, 

4- ( 4-f luorophenyl ) -1-piperazino, 4-acetyl-l-piperazino, 

piperazino, 2-methyl-4- ( 3 -met hylpheny 1 ) -1-piperazino, 

4- ( e thoxycarbonyl ) piperidino, N-methylhomopipera z ino and 

N, N' -diisopropylimidarnino; 

R is selected from the group consisting of phenoxyphenyl , 
4-hydroxy-3-methoxyphenyl , 3, 4, 5-t r ime t hoxypheny 1 , 

3 - hydroxy- 4 -me th ox y phenyl , 4 -ace t amidopheny 1 , 

4 - phenoxyphenyl, 4 -me/thoxyl- 1 -naphthyl , 

4 -bromo-2 -thienyl , 4-pyr l idyl , isopropyl , 

2-methylthioethyl , 4-chloro-3-nitrophenyl, 3-nitrophenyl, 

4 - t-but ylphenyl , 2, 3-di chloropheny 1 , 

3, 5 -bis ( t rif luoromethyl ) phenyl, 2, 5-difluo rophenyl, 
2-quinolyl, 2-chloro-3, 4 -dime t hoxy lpheny 1 , 

5 - methyl -2 -f uryl , 4-chloro-3-f luorophenyl, 
2-phenyl-4-imidazolyl , 2- ( ethoxycarbonyl ) cyclopropyl, 
5-nitro-2-furyl, 4 -bromopheny 1 , cyclopropyl , 
2-norbornen-5-yl, 6-nitropiperonyl, 

2 - chl oro- 5 -nit rophenyl , 5 -hydroxy-2 -nit rophenyl , 

3- hydroxyphenyl , 3, 4 -di f luorophenyl , 

4 - dime thy laminophenyl , 4 -methyl thioph en yl , 
4- ( t rif luoromethyl ) phenyl, 2-thienyl, 

2, 3-dimet hoxyphenyl , 3 -ethoxy- 4 -hydroxypheny 1 , 
4-cyanophenyl, 3-cyanophenyl, 2- f uryl , 4 -nit rophenyl, 

1- napthyl, 2 -me t hoxyphenyl , 4-isopropylphenyl, piperonyl, 

2- f luorophenyl , 4 -e thoxyphenyl and 2, 4 -di hydroxypheny 1 ; 



R' is selected from the group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 

1 sopentyl idene , 3-aminocarbonylbutylidene, 

2 - met hy It hi op ropy 1 i dene , isobutylidene, phenyl methylene, 
5 benzylmet hylene , cyclohexylethylidene, 

4 - ch 1 or obenzylmet hylene , 

indol -3 -y lethyl idene , 4 -t r i f luoroacet ami dope nt y 1 idene , 

3 - guanidobutylidene , hydroxye thy 1 idene , 

2 - ami no carbonyl propyl idene , i sopentyl idene , 
10 me rcaptoet hyl idene , 4 -hydroxyben zy line t hylene , 

1, 3-phenylene, 1, 4-phenylene, 1, 4- (phenylene) -NH-, 
3, 6-dioxaoctylene-NH-, -CH CH NH- and 
1, 4 - (cyclohexylene) -NH-; 

and 

% 

15 R and R" are each a l^ydrogen atom. 

15. The combinatorial library of claim 1, wherein 

R-, R" , R' 1 , R and R" are each a hydrogen atom; 

R' is the formula -C(0)NR ;: R : , wherein R :: is a hydrogen 
atom and R ; is selected from the group consisting of 
20 pyridin-2-ylmethyl and 3, 3, 5 -t rimet hyl cyclohexyl ; 

R is selected from the group consisiting of 

4 - N, N -dime t hyl ami nophenyl , 5-chloro-2-ni trophenyl , 
4-bromo-2-thienyl , 2 -butyl, 5-nitro-2-furyl, 

4 -bromophenyl , 2-thienyl, 3-thienyl, 3 -cya nophenyl , 
25 4 -cyanopheny 1 , 4-quinolyl and 4 -hydroxypheny 1 ; and 



R' is methylene. 




wherein : 

R- , R' and R ; are, independently, selected from the 
5 group consisting of a hydrogen atom, halo, hydroxy, 
protected hydroxy, cyano, C to C- alkyl, C to C 
alkenyl, C to C alkynyl, C to C substituted alkyl, C 
to C ; substituted alkenyl, C to C ; substituted alkynyl, 
C : to C alkoxy, C- to C substituted alkoxy, C : to C 

10 acyloxy, C : to C : acyl, C. to C cycloalkyl, C, to C 

substituted cycloalkyl, C to C cycloalkenyl , C to C 
substituted cycloalkenyl, heterocyclic ring, substituted 
heterocyclic ring, C to C . phenylalkyl, C to C 
substituted phenylalkyl, C to C het erocycloa 1 ky 1 , C to 

15 C substituted het erocyc 1 oa 1 ky 1 , phenyl, substituted 
phenyl, naphthyl, substituted naphthyl, cyclic C to C 
alkylene, substituted cyclic C to C alkylene, cyclic C 




to C heteroal kylene , substituted cyclic C to C 
heteroa 1 ky lene , carboxy, protected carboxy, 
hydroxymethyl , protected hydroxyme thy 1 , protected amino, 
(monosubst i tuted) amino, protected (monosubst i t uted ) amino, 
5 (disubst ituted) amino, C : to C- : alkylamino, C to C .. 
substituted alkylamino, carboxamide, protected 
carboxamide, C- to C- , alkylthio, C : to C : substituted 
alkylthio, C ; to C_. al kylsul f onyl , C : to C substituted 
alkylsulf onyl , C to C : . al kyl sul f oxide , C : to C : , ; 
10 substituted alkylsulf oxide, phenylthio, substituted 

phenylthio, phenylsulfoxide, substituted phenyl sul f oxide , 
phenylsulf onyl , substituted phenylsulf onyl and the group 
consisting of (i) the formula -C(0)NR :: R : (ii) the 
formula -C(0)R :: , (iii) the formula -NR :: R : , (iv) the 
^ ; 1,5 formula -SR :: , (v) the formula -0R :: and (vi) the formula 
'/ \ x -C(0)OR -, wherein R-- and R : are, independently, selected 
from the group consisting of a hydrogen atom, C : to C 
alkyl, C : to C : substituted alkyl, C to C- alkenyl, C. to 
^ C : _ substituted alkenyl, phenyl, substituted phenyl, 

20 naphthyl, substituted naphthyl, C- to phenylalkyl, C~ 

to C .. substituted phenylalkyl, C : to C : het erocycloal kyl , 
C : to C ; : . substituted heterocycloal kyl , heteroaryl, 
substituted heteroaryl, heterocycle, substituted 
heterocycle, phenylsulfonyl, substituted phenyl sul f onyl, 
25 C ; to C : ■ alkylsulf onyl , C : to substituted 

alkylsulf onyl, C : to C- a 1 ky 1 aminoca rbonyl , C : to C : 
subs t ituted al kyl aminoca rbonyl , phenyl aminoca rbonyl and 
substituted phenyl aminoca rbonyl ; 



R is selected from the group consisting of a hydrogen 
30 atom, C to C alkyl, C : to C : substituted alkyl, phenyl, 
substituted phenyl, C to C .. phenylalkyl, C to C .. 
substituted phenylalkyl, C : to C heterocycloal kyl , C to 
C : substituted het erocycloal kyl , carboxy, protected 



carboxy, cyano, protected (monosubs t xt ut ed ) amino, 
(disubst ituted) amino, C : to C : acyl, C to C substituted 
acyl, C to C alkoxycarbonyl , C to C : substituted 
alkoxycarbonyl , he tero cycle, substituted heterocycle, 
naphthyl, substituted naphthyl, C, to C cycloalkyl, c, to 
C substituted cycloalkyl, C. to C cycloalkenyl and C to 
C substituted cycloalkenyl; 

R r is the formula: 

-D-W-E- 

wherein : 

/ W is absent or selected from the group 

consisting of phenylene, substituted phenylene, 
C\ to C cycloalkylene, C\ to C\ substituted 
cycloalkylene, C : to C- cycloa 1 keny lene , C, to C- 
substituted cycloalkenylene, arylene , 
substituted arylene, het erocyclene , substituted 
heterocyclene , heteroary lene and substituted 
heteroarylene; 

and D, which is directly attached to the 
nitrogen depicted in the formula, and E, which 
can be absent, are independently selected from 
the group consisting of C to C ; alkylene, C to 
C : alkenylene, C to C : alkynylene, C to C 
substituted alkylene, C to C : substituted 
alkenylene, C to C : substituted alkynylene, C, 
to C cycloalkylene, C. to C substituted 
cycloalkylene, C, to C cycloalkenylene, C to C 
substituted cycloalkenylene, C to C ■ .. 
phenylal kylene , C. to C.. substituted 






: V 
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15 



20 



phenylal kylene , C to C : heterocycioal kylene 
and C to C substituted heterocycioal kylene , 
-NH- and the formula: 



wherein R" and R' are, independently, selected 
from the group consisting of a hydrogen atom, C- 
to C : alkyl, C to C alkenyl, C to C 
alkynyl, C : to C- substituted alkyl, C to C 
substituted alkenyl, C to C, substituted 
alkynyl, C : to C : acyl, C : to C : substituted 
acyl, C. to C cycloalkyl, C, to C substituted 
cycloalkyl, C to C- cycloa 1 kenyl , C to C 
substituted cycloal kenyl , a heterocyclic ring, 
substituted heterocyclic ring, heteroaryl, 
substituted heteroaryl, C to C-_ phenylalkyl, C 
to C : „ substituted phenylalkyl, C : to C- 
heterocycloal kyl , C : to C r substituted 
heterocycioal kyl , C to C_.. phenylal koxy , C to 
C . substituted phenyla 1 koxy , phenyl, 
substituted phenyl, naphthyl, substituted 
naphthyl, cyclic C to C ; alkylene, substituted 
cyclic C to C alkylene, cyclic C to C 
heteroal kylene , substituted cyclic C to C 
he teroal kylene , carboxy, protected carboxy, 
hydroxymethy 1 and protected hydroxymethyl ; and 
m and n are, independently, 0, 1, 2, 3 or 4; 
and 




m 



n 



R and R are, independently, selected from the group 
consisting of a f unc t iona 1 1 zed resin, a hydrogen atom, C 
to C alkyl, C to C substituted alkyl, phenyl, 
substituted phenyl, heterocycle, substituted heterocycle, 
5 C\ to C cycloalkyl, C. to C substituted cycloalkyl, C to 
C cycloal kenyl , C to C substituted cycloal kenyl , C to 
C alkenyl, C to C substituted alkenyl, C to C 
phenylalkyl, C to C : „ substituted phenylalkyl, C : to C : 
heterocycloal kyl and C to C substituted 
10 heterocycloalkyl , C : to C : _ acyl, C : to C substituted 

acyl, phenylsulf onyl , substituted phenylsulf onyl , C : to 
C : alkylsulfonyl, C : to C : substituted a 1 kyl sul f onyl , C ; 
, ' to C al kylaminocarbonyl , C t to C substituted 
,\ \ al kylaminocarbonyl , phenyl ami no car bony 1 , substituted 

15 phenylaminocarbonyl , C : to C : al kylaminothiocarbonyl , C 
to C substituted al kylaminot hiocarbonyl , 
phen y 1 amino t hi oca r bony 1 and substituted 
phenyl amino t hiocarbonyl ; 

provided that, where R 1 is methylene, at least one of R ; 
20 to R ; must be the formula ™C(0)NR :; R : ; or 

provided that, where FT is methylene, at least one of R ; 
to R^ must be the formula -C(0)R ;; , wherein R- is a 
heterocyclic ring or substituted heterocyclic ring, 
wherein said ring contains at least one nitrogen atom and 
25 wherein said nitrogen atom is attached to the carbonyl 
carbon; or 



a pharmaceut ically acceptable salt of a compound thereof. 




17. The single compound of claim 16, wherein: 



R, R, R" and R ; are, independently, selected from the 
group consisting of a hydrogen atom, halo, C : to C 
alkyl, C to C ; substituted alkyl, carboxy, and the group 
5 consisting of (i) the formula -C(0)NR' : R- and (ii) the 
v formula ~C(0)R-, wherein R • and R are, independently, 

; ^ ; / selected from the group consisting of a hydrogen atom, C 

V ' to C alkyl, C- to C-- substituted alkyl, C to C 

alkenyl, C to C : substituted alkenyl, C to C :? 
10 phenylalkyl, C-, to C : „ substituted phenylalkyl, C : to C 

heterocycloalkyl, C : to C\ substituted heterocycloal ky 1 , 
heteroaryl, substituted heteroaryl, heterocycle and 
substituted heterocycle. 

18. The single compound of claim 16, wherein: 

15 R , R , and R' ; are each a hydrogen atom and R 1 is selected 

from the group consisting of halo, C : to C : alkyl, C : to 

C ; , substituted alkyl, carboxy, and the group consisting 

V V of (i) the formula -CfOlNR 11 ^ and (ii) the formula 

\ ■ 

S* e 

(\ ' -C(0)R ■, wherein R- and R- are, independently, selected 

Y v 

*2*0 from the group consisting of a hydrogen atom, C : to C 

alkyl, C to C- substituted alkyl, C to C : alkenyl, C to 
C- substituted alkenyl, C to C .. phenylalkyl, C to C : „ 
substituted phenylalkyl, C : to C heterocycloalkyl, C to 
C ; substituted heterocycloalkyl, heteroaryl, substituted 
25 heteroaryl, heterocycle and substituted heterocycle. 

19. The single compound of claim 16, wherein: 



R is selected from the group consisting of a hydrogen 
atom, C to C alkyl, C to C substituted alkyl, phenyl, 
substituted phenyl, C to C .. phenylalkyl, C to C .. 



sudst: i tuted phenylalkyl, C to C_ heterocycloalkyl, C, to 
C substituted heterocycloalkyl, heterocycle, substituted 
heterocycle, C. to C cycloalkyl and C. to C substituted 
cycloal kyl . 

5 20. The single compound of claim 16, wherein: 

R" is the formula: 

-D-W-E- 

wherein : 

W is absent or selected from the group 
consisting of phenylene, substituted phenylene, 

C. to C- cycloalkylene and C, to C substituted 
cycloal kylene; and 

D, which is directly attached to the nitrogen 
depicted in the formula, and E, which can be 

15 absent, are, independently, selected from the 

group consisting of C : to C : alkylene, C- to C : 
substituted alkylene, -NH- and the formula: 




m n 



wherein : 



1 3* . \ 



20 



R' and R are, independently, selected 
from the group consisting of a hydrogen 
atom, C to C alkyl, C to C substituted 



\2A 




alkyl, C. to C cycloalkyl, C. to C 
substituted cycloalkyl, C to C 
phenylalkyl, C to C .. substituted 
phenylalkyl, phenyl, substituted phenyl; 
and m and n are, independently, 0, 1 or 2. 



21 . 



The single compound of claim 16, wherein: 



R and R" are each a hydrogen atom. 



22 . 



The single compound of claim 16, wherein: 



10 



v .15 
\ 
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R J , R , FT and R ; are, independently, selected from the 
group consisting of a hydrogen atom, halo, C : to C : 
alkyl, C : to C : substituted alkyl, carboxy, and the group 
consisting of (i) the formula -C(0)NR--R : - and (ii) the 
formula -C(0)R :: , wherein R-- and R : are, independently, 
selected from the group consisting of a hydrogen atom, C 
to C : alkyl, C to C substituted alkyl, C to C : 
alkenyl, C to C : substituted alkenyl, C- to C : _ 
phenylalkyl, C. to C .. substituted phenylalkyl, C : to C L 
heterocycloalkyl, C : to C substituted heterocycloalkyl , 
heteroaryl, substituted heteroaryl, heterocycle and 
substituted heterocycle; 

R is selected from the group consisting of a hydrogen 
atom, C : to C ; alkyl, C to C : substituted alkyl, phenyl, 
substituted phenyl, C to C .. phenylalkyl, C to C .. 
substituted phenylalkyl, C : to C heterocycloalkyl, C : to 
C substituted heterocycloalkyl, heterocycle, substituted 
heterocycle, C. to C cycloalkyl and C. to C substituted 
cycloa 1 kyl ; 




R r is the formula: 

-D-W-E- 

whe re in : 

W is absent or selected from the group 
5 consisting of phenylene, substituted phenylene, 

C\ to C cycloalkylene and C. to C substituted 
cycloal ky lene ; and 

D, which is directly attached to the nitrogen 
depicted in the formula, and E, which can be 
10 absent, are, independently, selected from the 

group consisting of C to C alkylene, C to C 
v substituted alkylene, -NH- and the formula: 




m n 



where in : 

15 R' and R 1 are, independently, selected 

from the group consisting of a hydrogen 
atom, C to C alkyl, C : to C : substituted 
alkyl, C, to C cycloalkyl, C„ to C 
substituted cycloalkyl, C to C 

20 phenylalkyl, C to C ., substituted 

phenylalkyl, phenyl, substituted phenyl; 
and m and n are independently 0, 1 or 2; 
and 



„^ ■ • R and R are each a hydrogen atom. 

23. The single compound of claim 16, wherein R' is 

methylene r R , R and R' are each a hydrogen atom and R" is 
the formula -C(0)NR ;; R : . 

5 24. The single compound of claim 16, wherein R' is 

iN methylene, R , R and R' are each a hydrogen atom and R" is 
/ x »\ x rhe formula -C(0)R--, wherein R :; is a heterocyclic ring or 

rv v 

substituted heterocyclic ring, wherein said ring contains 
at least one nitrogen atom and wherein said nitrogen atom 
10 is attached to the carbonyl carbon. 

25. The single compound of claim 16, wherein R f is 
not methylene. k 

26. The single compound of claim 16, wherein: 

R-, R and R i are each a hydrogen atom and R' is the 
15 formula -C (O) NR :: R : ", wherein wherein R : - is selected from 
the group consisting of a hydrogen atom, methyl, ethyl 
and benzyl and R- is selected from the group consisting 
of a hydrogen atom, benzyl, 4 -methoxypheny 1 , 
4-phenoxyphenyl, (l-ethyl-2-pyrrolidino) methyl, 
20 pyridin-2-ylmethyl , 2- ( py r idin-2 -y 1 ) ethyl, methyl, 
3, 3, 5-t r imet hy lcyclohexy 1 , cyclohexyl, 
3- ( t ri f luoromethyl ) benzyl , 6-indazolyl, 

2- ( ethoxycarbony 1 ) ethyl, e thoxycarbony lmethy 1 , 
cyclooctyl, cyclopropyl, (N,N-diethylamino) ethyl, 

25 3-(2-oxo-l-pyrrolidino) propyl , 

(l-ethyl-2-pyrrolidinyl) methyl , pyridin-4 -ylmethyl , 

3 - ( 4 -mo rphol i no ) propy 1 , 4 -me t hylpheny 1 , butyl and 
2-thiazolyl ; 




R is selected from the group consisting of 

3- phenoxypheny 1 , 3 -hydroxy- 4 -me t hoxypheny 1 , 

4 - ace tarn idophenyl , 4-phenoxyphenyI, 4 -bromo-2- t hienyl , 

4- pyndyl, 2 -butyl, 4-chloro-3-nitrophenyl, 

3-nit rophenyl , 2, 3-dichlorophenyl , 2, 5-di f luoropheny 1 , 

5- methyl-2-f ury 1 , 4 -chloro-3-fluo rophenyl, 
2-phenyl-4-imidazolyl, 5-nitro-2-furyl, 4 -bromophenyl , 
2-norbornen-5-yl, 6-ni t ropiperonyl , 

2 - chloro-5-nit rophenyl , 5 -hydroxy- 2 -nit rophenyl , 

3- hydroxyphenyl , 3, 4 -di f luoropheny 1 , 

4 - dimethyl aminophenyl , 2-thienyl, 4 -cyanopheny 1 , 

3- cyanophenyl, 4 -nit rophenyl , 2 - f luoropheny 1 , 

4- carboxyphenyl, 2 -bromophenyl , 

2-chloro-3, 4 -dimethoxypheny 1 , 3-thienyl, 4-quinolyl, 
4 -methyl -5-imida zolyl , 4 -hydroxy phenyl , 
2 -ethy 1-5- f ormy 1 -4 -methyl imida zoly 1 , 
4 -chloro-2 -nit rophenyl , 3-pyridyl, 

3, 4 -dimethyl-6-nit rophenyl , 5 -chloro-2 -nit rophenyl and 
2 -nit rophenyl / 

R'- is selected from the group consisting of 
methylmethylene, ethylene, propylene, pentylene, 
isobutyl methylene, 3-aminocarbonylpropylmethylene , 

2 - me thy 1 t hioethylmethylene , isopropylmethylene, 
phenylmet hylene , ben zylmet hy lene , 

eye lohexylmethylmethylene, 4 -ch lor oben zylmet hylene , 

indol- 3-ylmethylmethylene , 

4 - tri fluoroacet ami dobut ylme thy lene , 

3- guanidopropylmethylene, -CH CH NH- and 
1 -cyclohexy lene-4 -NH- ; and 

R and R" are each a hydrogen atom. 



27. The single compound of claim 10, wherein: 

R , R and R ! are each a hydrogen atom and R' is the 
formula -C(0)R-, wherein R ; is selected from the group 
consisting of 

1,3, 3-t rimethyl-6-aza-6-bicyclo (3, 2 , 1) oct yl , 
4- ( 4-f luorophenyl ) -1-piperazino, 4 -ace t yl - 1 -pipera z ino , 
morpholino, 2-methyl-4- ( 3-met hylpheny 1 ) -1-piperazino, 
4 -ethoxycarbonylpiperidino and N-met hy 1 homopipera z ino ; 

R is selected from the group consisting of 

3- phenoxyphenyl , 3 -hydroxy- 4 -met hoxypheny 1 , 

4 - acetamidophenyl , 4 -phenoxyphenyl , 4 -bromo-2 - thienyl , 

4- pyridyl, 2- butyl, 4 -chloro- 3 -ni t ropheny 1 , 
3-nitrophenyl, 2, 3-dichlorophenyl , 2, 5-di f luorophenyl , 

5- methyl-2-f uryl , 4 -chloro-3-f luorophenyl , 
2-phenyl-4-imidazolyl , 5-nitro-2-furyl, 4 -bromopheny 1 , 
2-norbornen-5-yl, 6-nitropiperonyl, 

2 - chloro- 5 -nit ropheny 1 , 5-hydroxy-2-ni t ropheny 1 , 

3- hydroxyphenyl , 3, 4 -di f luorophenyl , 

4 - dimethyl ami nophenyl , 2-thienyl, 4 -cyanopheny 1 , 

3- cyanophenyl , 4 -nit ropheny 1 , 2 - f luorophenyl , 
4 - car boxy phenyl , 2 -bromophenyl , 

2-chloro-3, 4 -dime t hoxypheny 1 , 3-thienyl, 4-quinolyl, 

4- methyl-5-imidazolyl , 4 -hydroxypheny 1 , 
2-ethy 1-5- formy 1-4 -methyl imi da zolyl , 
4-chloro-2-nitrophenyl, 3-pyridyl, 

3, 4 -dimethyl- 6-nit rophenyl , 5 -chl oro-2 -n i t ropheny 1 and 
2 -ni t ropheny 1 ; 

K is selected from the group consisting of 
methylmethylene, ethylene, propylene, pentylene, 
isobut ylmethylene , 3-aminocarbony lpropylmet hylene , 




2 - methyl thioethy lmethy lene , i sop ropy I me t hy lene , 
pheny lme t hy lene , ben zy lmethy lene , 

cyclohexylmethyl methylene, 4 -chlorobenzyl methylene, 

indol - 3- y lme thy lme t hy lene , 

4 - t r i f luo roacet ami dobut y lmethy lene , 

3- guanidopropylmethylene, -CH CH NH- and 
l-cyclohexylene-4-NH-; and 

R and R" are each a hydrogen atom. 

28. The single compound of claim 16, wherein: 

R , R and R : are each a hydrogen atom and R* is the 
formula -C(0)NR R , wherein R- is selected from the group 
consisting of a hydrogen atom, methyl, ethyl and benzyl 
and R- is selected from the group consisting of a 
hydrogen atom, 2- ( 2 -me t hoxypheny 1 ) ethyl, 
(l-ethyl-2-pyrrolidino) methyl, 
pyridin-2-ymethyl , 2 -met hyl - 5-chloropheny 1 , 
(2-(pyridin-2-yl) ethyl) , 1 -ethy 1-2 -pyrrol idiny lmethy 1 , 
3, 3, 5-trimethylcyclohexyl , 3, 4 -met hylenedioxypheny 1 , 
3- ( trif luoromethyl ) benzyl, pyridin- 4 -y lme t hyl , 
6-indazolyl, 2- ( ethoxyl carbon yl ) ethyl , cyclooctyl, 
cyclopropyl, benzyl, N,N-(diethylamino) ethyl, 

3- ( 2 -oxo- 1 -pyrrol idine ) propyl , 3- (4 -morphol ino ) propyl , 
(ethoxylcarbonyl) methyl and cyclohexyl; 

R is selected from the group consisting of phenoxypheny 1 , 

4- hydroxy-3-methoxyphenyl , 3, 4, 5-t r imet hoxyphenyl , 

3 - hydroxy- 4 -met hoxypheny 1 , 4 -acetamidopheny 1 , 

4- phenoxyphenyl, 4 -met hoxy 1 - 1-naphthyl, 

4 -bromo-2 - t hieny 1 , 4-pyridyl, isopropyl, 

2 -met hyl thioethy 1 , 4-chloro-3-nitrophenyl, 3-nitrophenyl, 
4 -t-butylphenyl , 2, 3 -di ch lor opheny 1 , 



3 , 5-bi s ( t r 1 f luorome t hy i ) phenyl , 2 , 5-di f iuorophenyi , 
2-quinolyl, 2-chloro-3, 4-di me thoxyl phenyl, 
5-methyl-2-f uryl , 4-chloro-3-f Iuorophenyi , 
2-phenyl-4-imidazolyl , 2- ( e t hoxyca rbony 1 ) cyclopropyl , 
5 5-nitro-2-f uryl , 4 -bromopheny 1 , cyclopropyl, 
2-norbornen-5-yl, 6-nitropiperonyl, 

2- chloro-5-nit rophenyl , 5 -hydroxy- 2 -ni t ropheny 1 , 

3- hydroxyphenyl , 3, 4 -di f Iuorophenyi , 

4 - dime thy larninopheny 1 , 4 -met hy 1 1 hiophenyl , 
10 4- ( trif luorome thy 1 ) phenyl, 2-thienyl, 

2. 3- dimet hoxyphenyl , 3-e t hoxy-4 -hydroxypheny 1 , 

4 - cyanophenyl , 3-cyanophenyl , 2-f uryl , 4 -nit rophenyl , 

1- napthyl , 2 -met hoxyphenyl , 4 - i sopropy 1 phenyl , piperonyl , 

2- f Iuorophenyi , 4 -et hoxyphenyl and 2, 4 -dihydroxypheny 1 ; 

15 R" is selected from the group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 
isopent yl idene , 3 - ami n oca rbony Ibut yl idene , 

2- methylthiopropylidene, isobut yl idene , phenylmethylene , 
benzylmethylene , cyclohexyl ethyl idene, 

2 0 4 -chlorobenzylmethylene , 

indol-3-ylethyl idene , 4 -trif luoroacetamidopentyl idene , 

3- guanidobut yl idene , h ydrox ye thyl idene, 

2 - ami n oca r bony 1 propyl idene , i sopentyl idene , 
me reap toe thyl idene , 4 -hydroxybenzylmethy lene , 
25 1, 3-phenylene, 1, 4-phenylene, 1, 4- (phenylene) -NH-, 
3, 6-dioxaoctylene-NH- , -CH CH NH- and 

1. 4- ( cyclohexy lene ) -NH-; 

and 



R and R" are each a hydrogen atom. 




29. The single compound of claim 16, wherein: 

R , R and R are each a hydrogen atom and R' is the 
formula -C(0)R ' , wherein R ;; is selected from the group 
consisting of 

1,3, 3-t rimethyl- 6-a za- 6-bicyclo (3, 2 , 1) octy 1 , 

4- ( 4-f luorophenyl ) -1-piperazino, 4-acet yl-l-piperazino, 

piperazino, 2-methyl-4 - ( 3 -met hylphenyl ) -1-piperazino, 

4- (ethoxycarbonyl)piperidino, N-me t hy Ihomopipera z ino and 

N, N' -diisopropylimidamino; 

R is selected from the group consisting of phenoxypheny 1 , 
4-hydroxy-3-methoxyphenyl , 3,4, 5 - t rime th ox y phenyl , 

3 - hydroxy- 4 -met hoxyphenyl , 4 -acet amidophenyl , 

4 - phenoxyphenyl , 4 -met hoxy 1 - 1 -napht hyl , 

4 -bromo-2-t hienyl , 4-pyridyl, isopropyl, 

2-methylthioethyl , 4 -chloro-3-nit rophenyl , 3-ni t r opheny 1 , 

4- t-butylphenyl, 2, 3-dichlorophenyl , 

3 , 5-bi s ( t rif luoromet hyl ) phenyl , 2, 5-difluorophenyl, 
2-quinolyl, 2-chloro-3, 4 -dimet hoxylpheny 1 , 

5 - methyl -2- fur yl , 4 -chl or o- 3- f luorophenyl , 
2-phenyl-4-imidazolyl , 2- ( et hoxycarbony 1 ) cyclopropyl, 
5-nitro-2-furyl, 4 -bromopheny 1 , cyclopropyl , 
2-norbornen-5-yl, 6-nitropiperonyl, 

2- chloro-5-nit rophenyl, 5 -hydroxy- 2 - ni tr opheny 1 , 

3- hydroxypheny 1 , 3, 4 -di f luorophenyl , 

4 - dimet hy laminopheny 1 , 4 -methy 1 t hi opheny 1 , 
4 - ( t r i f luoromet hyl ) phenyl, 2-thienyl, 

2, 3-dimethoxyphenyl , 3-e thoxy- 4 -hydroxypheny 1 , 
4-cyanophenyl, 3-cyanophenyl, 2-furyl, 4-nitrophenyl, 

1- napthyl, 2 -met hoxyphenyl , 4-isopropylphenyl, piperonyl, 

2- f luorophenyl , 4 -et hoxyphenyl and 2, 4 -di hydroxypheny 1 ; 




R' is selected from the group consisting of methylene, 
ethylidene, ethylene, propylene, pentylene, 
isopentylidene, 3-aminocarbonylbut y 1 idene , 

2 - methyl thiop ropy 1 idene , i sobutyl idene , pheny lmet hy lene , 
5 ben zylme thy lene , cycl ohexy let hyl idene , 

4 - ch 1 or oben zylme thy lene , 

indol-3-ylethylidene, 4 - 1 r i f luoroace t ami dope nt yl idene , 

3- guanidobutylidene , hydroxyet hyl idene , 

2 -aminocarbony lpropy 1 idene , i sopentyl idene , 
10 me rcaptoet hyl idene , 4 -hydroxy ben zylme thy lene , 

1. 3- phenylene, 1, 4-phenylene, 1, 4- (phenylene) -NH-, 
3, 6-dioxaoctylene-NH-, -CH CH NH- and 

1. 4- ( cyclohexylene ) -NH-; 

and 

15 R and R" are each a hydrogen atom. 

30. The single compound of claim 16, wherein 

R', R , R ; , R and R rt are each a hydrogen atom; 

R 1 is the formula -C (O) NR ; ; R ; , wherein R :1 is a hydrogen 
atom and R' is selected from the group consisting of 
20 pyridin-2 -ylmethyl and 3, 3, 5- tr imethylcyclohexyl ; 

R is selected from the group consisiting of 

4 - N , N-dimethylaminophenyl , 5-chloro-2 -ni t rophenyl , 
4 -bromo-2 -thienyl , 2 -butyl , 5-nitro-2-furyl, 

4 -bromophenyl , 2-thienyl, 3-thienyl, 3-cyanophenyl , 
25 4 -cyanophenyl , 4-quinolyl and 4 -hydroxypheny 1 ; and 



R' is methylene. 



31. A method of preparing a ben z imi da zo 1 e 
derivative compound, comprising: 

(a) coupling a first compound having a substituent of the 
formula -NH-C (0) -variable group-NH with a benzene 
compound that is substituted with a nitro group and a 
halo group in an ortho relationship on the benzene ring, 
the benzene compound optionally substituted with a 
variable group at one or more of the remaining 4 
positions of the benzene ring, resulting in a benzene 
compound substituted with a nitro group and a 
monosubst ituted amino group in an ortho relationship on 
the benzene ring; 

(b) reducing the nitro group of the benzene compound 
resulting from step (a); and 

(c) coupling the compound resulting from step (b) with an 
aldehyde compound, resulting in a benzimidazole 
derivative compound. 

32. The method of claim 31, wherein said first 
compound is attached to solid support. 

33. The method of claim 31, wherein said variable 
group on said benzene compound in step (a) is a carboxyl. 

34. The method of claim 33, wherein said carboxyl 
group is coupled with a monosubst ituted amine compound, a 
di subs t i t uted amine compound, a cyclic imino compound or 
an alcohol compound. 



